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1987) ;M. P. Went 1 and?), Ann. Rep. Med. Chem 
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el 5— Amino — 6— methyl qui no lone Antibac 
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quinolones", Bioorg. ofMed. Chem. Let. , 7 
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4, 9 0 2f 1 9 9 9 #7^4B;Hagen&Sutol:<t & *@#fF^ 5 , 
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R lUK&mZtifcU b e I n d. 03-n^/N°#Ita3IM^5 7 2, 2 5 9; 
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[ 0 0 2 7] 

iotfl^x-ti <?)^ IIS* Sit tt|4o 

[ 0 0 2 8] 

\Tfr*vv\ it, ^kTKH^flS* (di radical) f*4, *fiU> 
[ 0 0 2 9] 
[ 0 0 3 0] 

;^^©TfiMf(?)WJT*4, 
[ 0 0 3 1 ] 

[ 0 0 3 2] 

[ 0 0 3 3] 

#^tc(±7~ 1 7o^|I?, ft£ L< {i 7 ~ 1 3o^^iHWttLl)o 
[0 0 3 4] 
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[ 0 0 3 5 ] 

^fnl^, L<(4 3~6o<7)^JF^jo = t^xn^^#^tt^o # 
SftKli* 7-1 7 o^f^iCFAfng^ »J L<(47~1 3 oc^H & J: 

[ 0 0 3 6] 

JWSl-14 (Wx-tf) 7x^JUv 2, 4->'70in7x-JK 4-kKn^->7 

U-^OiBJfea£^J47n^-n*J:0 f tKn^rv'**-S'i*L*o 
[0 0 3 7] 

t'7y-)K WJJV, ^n'JajK f'Jryi)K feitFf F7V'J^ 
4 it4« 

[0 0 3 8] 

rr)p3^->j t4, r**/ww^***il!fe3s*#T* 

[ 0 0 3 9] 

rr^^r^yj ^ io4^f4 2o^>r^^r^S^S$r^ri-*T^y^-c 

[ 0 0 4 0] 
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i^T U -;VT)W^rJVS^ f±^> V)I/*3 cti/y i-jv^^^^-g-t tl^.o 
[ 0 0 4 1 ] 

NH-7i^) o 
[ 0 0 4 2] 

[0 0 4 3] 

X t)im2*i&&X~$>Z> (WAtf, R-C (0) -) o JSF4 L 
[ 0 0 4 4 ] 

rrf>i'**fj it TyjUMW^ifl-r^s (-r^^*>, -o- 

7y*) o flO&OT, -0-C (0) -7^ + ^*4, 
[0 0 4 5] 

rr->;vr^yj ti, 7-/^IM^ttS7^ / It^i) (-r&=b*>. — N 

H-TV/W o fllxJf, -NH-C (0) -T^mSo 
[0 0 4 6] 

[0 0 4 7] 
[0 0 4 8] 
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, ^M-/®g, 'J ft*. -eiti 

&j&*£S*i&o 4fcH3;K,*£W\ JR#.fc*i&*^ HMUKSfcttfc hfcS-S-Sft* 
[ 0 0 4 9] 

, Xft&£ c**itooT^i SK * v fc jfe H*- * ft *o«lf^ 

[ 0 0 5 0 ] 

Jfc, XfT'^Stt, n^Bfcfc, ^WVWfi, TvtT 

7*'>;HJfs»^ y^nA^^>^;i/7r?> ^t'i i til, ^>', £*l£>fc. it 
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[ 0 0 5 1 ] 

[ 0 0 5 2] 
[ 0 0 5 3] 

i75 Kii, in v i v o^ft±KJ:>jMfc£lft3*rC®te**t#**&C. 
[ 0 0 5 4 ] 

9»£ L< , JfeSWifM' 5 Ktt, in v i v otH±i:J:i5§| 
W 5 K"C** 0 
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[ 0 0 5 5] 

JbfcVMifiK 5 Kfi> in v i v otHlCi »9 £ :ft-Cf?jt4&'ffc'& 

T£ V), 1988^11^85 Kl&frStifc Johns to n £ J: t^M o b a s 
heryonKJ:S*i#KF»4 I 7 8 3, 4 4 3 J: <9 # 

Tfr^fr^X?- fr y {&B.T z/ fr * * - T J^^x^r frM (T-tb^v'^f* 
Ji^r-;i/, T-tr h 4r yxf- jvxt, r T 3 y * ;U;t $r-y * i-)VJ-^ f fr 

if) , 7^ h^.^x^f (y 9 V "yfr^^-rfrisX xjpf-ir v 9 V yjvx^f 

fr**rz/J ■f-frX.yyy- )Uy j^Y fr^=-fr* ^i/^-^-fr^Ty-r fry jsXZf-J 

7^38. 3 'J >z~7\Tfr^.y & S.ZfT fr* frT~y frT S T fr* fr3L7,y- frm. ( 
[ 0 0 5 6] 

* i oft-frfcoWfeo-RajBii* «k o f -e^fl6otif«C'»o«i*iiias-r4 

[0 0 5 7] 

awl ey' s Condensed Chemical Dictionar 
y>ill)S)o 
[ 0 0 5 8] 



(24) 2001-516756 

rfX- £ & L ^ &#^tt#<7)3Sl^ £ tt v T * r 1/ * v - is ct tf.x * y * v - £ 
[0 0 5 9 ] 

[ 0 0 6 0] 

^- (spacer) ^IM^LT, n>it;M^lti/^7 7 

« ffl -r & # a > * h m « «tjg% * x. ft wr m m % k m h & -c * & o 
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[0 0 6 2] 
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[0 0 6 5] 

*i ; 

SP 4 LV> X ±ffltf> tf a «; v - 4 fi±l£^> tf'* ->* - ^51 4 li± 
[ 0 0 6 6] 

x?-;io&<Sf 4 Lv^o R 1 W*Tfrtr — Wt 2 -m 3 oo^Jg^f-S-fi-* ; ^-r- 
^*«Sfi L^o R 1 M 7 * * - jv^ J: a^t7 ;^ - ;Hi 3 - I 5 ] 4 o<?)^fg 
H^;*tt7)M-WfH< Mv^ni^JK ^V^n/<;jK 4 V 7 
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[ 0 0 6 7] 

j£ 1 K&^X, R 3 fiTk.^ i tz it Kn + V-C* *J ; R 3 tit: Ko*i/f4i 

Ti/>**jv#-;vtt5&;v#^RSP^-c**o £ <*) J: ? . R 3 ti\ aMMffl*+fc 

[ 0 0 6 8] 

5t 1 fcifcv^T, R 5 W\ 7kM, T< J , ^n, is Fn^-> % 7 h*^, *3 J: X? 
&&U<?)T frZ^tto R 5 TJl'tf-^SBfrfi 1 ~ft2o^fg^tL, 
Sff L< (i 1 o(7)RfgT-tftl»o R 5 7^-JWli2o<7)R|i|?^t 

Kn^->, ^nn, 7n*, 757, ;k t;7Dtn^fjK y'7Dtn 
7^;K * ic^h «; 7ntn^fjv^f,lj;$jL4 0 i'Jtfll^RSli, 

[ 0 0 6 9] 

Si WT, R6tlt >k3fc % t Fn#->, 7=y*Mx;K 7nt N -> 
77, *3ct ^l>t<7)7^*JV^S *L* 0 R 6 T/l'^-^SU^fi, l~l)2o 
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t^So #Fi L^R 6 f±7k^ t Fn^-A *f->K ty^n^-n^f jk i>7 
n^n^fJK 'J 7D^a^fH^II?3*iS 0 R 6 »i>4cff riU *) $? 

[ 0 0 7 0] 

5t 1 K33V>T, R 8 tli, ^nn, 7*n^, Jh*^, yf ;vf^> SsiO^ 
JlCT^ + ^JJli, R 8 TJV'^-^^fi, i~S2o^|I?$:t 
L^f^f iU>« R 8 TJV^-JV^^-(i. 2-*?j4o^5gS^*^rL ; 
if Uv^o R 8 JV£B£Hiv>T 1 — *t» 3 

, ^^nto^f + y, y'7n^n^ h^-A SiU 5 h 'J 7n^npt h+V^ 
<bS^^*LSo «t <9#? 2 LV>R 8 li, 1 - 3 KDyutv-eWMZtlt:*?-)!', 

[ 0 0 7 1 ] 

5y*^**L* 0 d COR 7 T^fi, #fiJfe-C***^ 1 ~jfS&3oo^5RjgdF-Sr 

■c**^x l oo-eco «£ 7 £7;v#-,>v£B^-c#i&£ tix^&o x 'J ->'.=- 
;m R 7 tt$m&t tzltW&T$ z.k1im* L^o ct 

[ 0 0 7 2 ] 

JKT-Sr^U L < it* *-;k if*, 4 rt: li>f V :/n t: ;w-e&& 0 ^T;v* 
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mm**G-r&, t< iixf^, t < w^f-^-c**, 1 

ItP^ot^^^ll^LTV^iHfl L^o #KR 8rt s ttE<7)# 

<7>i "9 & 7 5 7 7A'*-)l'Ti4 £ t LV>o LV^R 7 fi, #^x^t° 

d u 5>-;vSR£-grtr4&#-C**5& s , 7?^fK ^fJV7?^f^ 1-T 
= yjcf-;v, i-^f;V7^xf 1 - 75 1 ->f-^xf-;v, i3 <t 
i-^f;v75>-i -*?-)Vx.^)UfrhW1RZ}i ; 75 y^f^j; ijjfi l 

[ 0 0 7 3] 

4 Lv>*gti, fllxJf, HC1, CHjSOsH, H C 0 O H> 4 tziiC FsC 0 0 
H comiiW?& *> o 
[ 0 0 7 4] 

, ^ iO s 7^y-^SK|i^R 7M©t^T?)WiL ; £?>gB53* 
lcjJ7K^*7t{i*^^<7)T^^JV*^f tt&o jjctfc^fc^R 9»i% R7^L 

, R 7* s ig^L^^R^JI^H^^^-*^'e*oT^j (-r x<o 
Millie KIC^Lt^l,, 2o^7K^Sr^-TS/5s l occ^Hi R 7 
1 o<7)7K^t 1 o©7^*^*tt4^, lo^)7Jl'^iR7* 
^r-T4*S 4fcli2oo7M)i'*tt4) o »4 L < fi 2 o^T^Rfli7 
J^JVR 9TOS*^L ; «fc <9#f 4 L < (4 1 ow*ff)$»7J^;VR9fli 
*£^L ; R 9 iiv>-fit s b**'C**i L^o 
[ 0 0 7 5] 
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< tmmt tz\i.fr&<D, i wit l< \mm<DT =.)v-h^tft ; $f s l< fi 
fifii, ttzim^, tit L<immitzi±fr&<7>, x t < imm 

[ 0 0 7 6] 

i^7JV^f;ViMtSii^i2.o ^<7><fc o^^:l^fn^7;i/ 

&^f&ffi^&&.r <btf s 04 L< > <£ 0 4 L < liS&ffl-C&& 0 ^^n^n^n 
tf;HStfi#K0 4 L^o 
[ 0 0 7 7] 

n^^Smstu #2 t < fi^S^T^^o J: 904 Lv>r 9 ti> * 
[ 0 0 7 8 ] 

frMMIRr^ R9tR7t^U^ 2 ~*t5o<DJt^J^^ t 0 4 * (4 1 

^(om^MW^ (R7 4*) N^^-rs xist^t^ti^en 

S&*4£f±T^ y T^^^n&^x-W&zfttzikitjKm^jbvX^ J: < , ic 

|)lflit^4SISt|)oTUv> 0 £<7}^U4 1 o! fcfi 2 oor^-* 

LTv>&*><^ R 8 fi^ ddTO «9, jfi L< fi^nnJUA, 
W^"7*D^t^^ J: 9 04 L< h*->4 fcli^f-A'f-** fcfi;* 
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||gUi<7)l t±* ft ft Lfc'bo*3J:i/**L<i> eoii#!» ( 9 -tr ^ 
[ 0 0 8 3] 
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[ 0 0 9 1 ] 

MT^MfefflKSs^X, R 3 fi£ R 5 *3 «fc tfR 6 tt3H3f *> 

[ 0 0 9 2 ] 
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m 6] 




[ 0 0 9 6 ] 
[*7] 
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NH 2 



[ 0 0 9 7 ] 
[ 0 0 9 8 ] 

<DWi&, Q fi^C 1 (D\t-&mx% > L li*£#gB#-C* 19 > B fig&fr (m 0 i e t 
y) &^tf7? 9 i^5ttC(±, ^fttbO^llf:^ v T * "T V * -7 

V s * ft h commit, 1 9 9 3^1^ 1 9 BKlfrfr $*l£7£g|#if#5, 18 
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0, 719t; 1 9 9 5¥2fl7B MS&fir 3 ftfc#B#f^ 5, 3 8 7 , 7 4 8 
1996#2^13 0 KS&fr $tL7t*S#^^5 , 4 9 1 , 1 3 9t; 19 
9 6#6/! 2 5 Bfc»ff3*lfc*B#W : #5 , 530, 116f 0*199 
0*5 R 2 BK&H? ftfcEP 0&K&*RO 3 6 6 1 8 9#i3 J:^ 1 9 9 0#5 
J! 2 Bfc&i3 3*lfcE P 0£H£$RO 3 6 6 6 4 0 S ttT*3 >9 , "T^T 

* * Wjffl « ianic; *> flfl K £ v> x x. * £ <b & -e § & o 

[ 0 0 9 9 ] 

^IP^-ffc^ 60 £ & £ V :/ n 7 n * ^ ;/ is £ tf^ <z> £ ft Ifi 

LT «fc <9 A^KlS#ttSr^-^.*o <fc»W-9-3*S (S. pyogenes) ,0 
2&^lf (S. pneumoniae), S • fcf V ^ > (S. v i r i dans) 
, ( E . c o I i ) , i$!ftl£ (P. aeruginosa), P • ^ 7 fcf 

U (P. mi rab i 1 i s) , flilj ife^H (K. pneumoniae) , 
y-r d/^ • * dt*^ (E. cloacae) n>-ffi#tt£/t 

«fc »9 4>ft«-C*5j5 0 0«Httv»M ICt (g/mi) i: *<ji>ffi Sftfco 

[0 10 0] 

#&^>&£tiB^TfcftT^&rf>«, &To**-A<Bfett*ffl^Tra*l«>#i6 

o 

[0101] 

<7>it^m * M9&-T %> fc * ffl ^ <b ft & ffiH^ M si , gt*a <b co -e* 4 ^ 
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[0 10 2] 

OJl^F^i^Jjiffi^^ttBIIrt^** ta»**t*« ifrkfcli, #;w#^;Wk 
#»^W-JB-r*T^n-;^oS5c, 8Mb, T vMb> ifc*^ *> L < 1****0 

Clitt>»clE^$ i>(DXl±^ 0 ZilhVfBftWMtfomity March, A_ 
dvanced Organic Chemistry (W i ley), C a 
r ey&it^Sundbe rg, Advanced Organic Che 
mi s t r y (2%), Fieser&Feiser, Reagents fo 
r Organic Synthesis (16%), L. Paquette 

Encyclopedia of Reagents for Organ 
ic Synthesis (8%), Frost&Fleming, C o m p 
rehensive Organic Synthesis ( 9 %) & if <DW:*$> 

KJS li , * «> a * BORJK * » »t * J: 0*/ 4 14 EJ&M * JfiD 3 * & 

fttD^MWit, P!x.tfT. Greene, Protecting Grou 
ps in Organic Synthesis fr-gjlfrtl&o 

[0 10 3] 
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tiX^&XMZ&tr) £3IJflfc J: ^mfflt^dUtU ; Progress 
in Drug Research ^ 2 1*, 9 - 1 0 4 1 ( 1 9 7 7) ; J_ 
. Med. C h e m. , 23*. 1358-1363 (1980) ; J . Med 
. Chem. , 29%, 2 3 6 3 -2 3 6 9 1 ( 1 9 8 6) ; J . Med. C h 
em. , 31%, 5 0 3 1: ( 1 9 8 8 ) ; J. Med. Chem. , 31%, 5 

0 3 - 5 0 61 ( 1 9 8 8) ; J. Med. Chem. , 3 1%. 9 8 3 - 9 9 
II (1 9 8 8) ; J. Med. Chem. , 31%, 9 9 1 - 1 0 0 11 (1 
9 8 8) ; J. Med. Chem. , 31%, 1 5 8 6 - 1 5 9 01 ( 1 9 8 8 
) ; J. Med. Chem. , 31%, 1598-16111: (1988) ;j_ 
. Med. Chem. , 32%, 5 3 7 - 5 4 21 ( 1 9 8 9) ; J . Med. 
Chem. , 32%, 1 3 1 3 1 (1 9 8 9) ; J . M e d . C h e m. , 32 
%, 1 3 1 3 - 1 3 1 81 (1 9 8 9) ; DrugsExptl. Clin. R 
e s . , 14%, 3 7 9 - 3 8 31 ( 1 9 8 8) ; J. Pharm. Sci. , 
78%, 585-588 (1989) ; J . Het. Chem. , 2 4%, 18 
1- 1 8 55 (1 9 8 7) ; J . Het. Chem. , 25%, 479-485 
1( 1 9 8 8 ) ; Chem. Pharm. Bui 1. , 35%, 2281-22 

8 5 1 ( 1 9 8 7) ; Chem. Pharm. Bui 1. , 36%, 1 2 2 3 - 

1 2 2 81 ( 1 9 8 8) ; ftlWffiFfM , 594, 3 4 7"3, 1986#6^1 
03 ;fififi4, 5 9 9, 3 3 4-3-, 1 9 8 6# 7 8 H ; *1W4 , 
6 8 7, 7 7 0t, 1 9 8 7^8HlH;*lfH : i4, 6 8 9, 3 2 5f, 1 

9 8 7^8 E 2 5 0 ; ^S#fF^4, 7 6 7, 7 6 2t, 1 9 8 8#8fl30H 
;^@#It^4, 7 7 1#, 0 5 5, 1 9 8 8^9 ^ 1 3 B ; ^itt^4 , 7 
9 5, 7 5 1f, 1 9 8 9 1 B 3 B ; #@##$M , 8 2 2, 8 0 1-3", 19 
89^4fll8B;*Ifti4, 839, 3 5 5f, 1989^6^130; 
*it^4, 8 5 1, 4 18-3, 1 9 8 9#7fl25B; *IW4, 8 8 
6, 8 1 0-3", 1 9 8 9^12^12H;fI#|j : ^4 ( 9 2 0, 1 2 0-3", 1 
9 9 0^4 B 2 4 B ; *@#fF^4 , 923, 879-3", 1 9 9 0^5^80 ; 
*@#fP^4, 9 5 4, 5 0 7-3", 1 9 9 0^9140 :*S#ti4, 956 
, 4 6 5-3", 1 9 9 0^9^1 10;flW4, 977, 154-3", 199 
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0¥l2HllH;*i#^4, 980, 4 7 0f, 1 9 9 0f 12^250 
;*H#f*lf§5, 0 13, 841f, 199 1^5fl7H.:*lW5, 0 4 
5, 5 4 9, 1 9 9 1 ^9 ft 3 H ; fcaJftfttS 5 , 290, 9 3 4f, 1994 
^3^1H ;*|W5, 3 2 8, 9 0 8f, 1 9 9 4^ 7^ 1 2 B ; ^it 
PF^5, 4 3 0, 1 5 2f, 1 9 9 5 ^7fl4H ; 3-nyA#|f&H 1 7 2, 
6 5 If, 1 9 8 6#2^2 6H ; 3-D7^#|jffi| 2 3 0, 0 5 3, 1 9 8 
7^7^ 2 9 0 ; 3-v y s-vWfr&ffl 2 3 0, 946 f, 1987#8J!5B; 
3 - n y ^#gp£g§ 247, 4 6 4f, 1 9 8 7* 1 2^2 0 ; 3-07 
£11 2 8 4, 9 3 5f, 1 9 8 8f 1 0^4H ; 3-0-7^^ 3 0 9, 7 
8 9f, 1 9 8 9^4^ 5 B ; 3-n-yA#^| 3 3 2, 0 3 3f, 1989 
^9fll3B;3-n7 't&ft&U 342, 649 f, 1989^11^230 
; * J:O r a*#« : &H 0 9/6 7 , 3 0 4-t( 1 9 9 7 ) o 
[0 10 4] 

[0 10 5] 
[0 10 6] 

[ftll] 



(42) 



mm.2 001-516756 




[0107] 

X^-AIK^t, Yli7"n^ N 3-h\ ^fn, T^J, T-fef^, ttz 

[0 10 8] 

[0109] 
Ktl 2] 



(43) 



001-516756 



X=f— A I I 




(i) CH 2 (COOBI) 2 , Mg 

(ii) PTSA H 2 0 



RS O O RS O O 




b i •--■Gam 
[0 110] 

[0 111] 
tft l 3] 



001-516756 




[01 1 2 ] 

Z.<0^&\<*&^X , 2, 4-y7n^-D-^n^/'-b*> : 
[0113] 

m 1 4 1 

[0 114] 

^^ftt<7)iSI-efeIt^o £<7)«tiffi&&t) (permutation 
a 1) *|-iIXTOCtffl^ftf OM-Cl,^ u H s t^^> 0 £?£Lv>m 
ICIi, V ^7 A v-f y^O^T? K ( L D A) , 'Jf^A2, 2, 6, 6- 
■f h 5^ fJUf^'J K (L i TMP) > 'Jf^AW ( h 'j p« y Jl/) T 

U' (LTSA) > t-^h#">K, i^Jii^BfiUffl^-ewflficOftlfetL^ffiS 

freliitmio S U^liLDAT* 19 , i *lfiJAtS& l$N| # «fc 

a f iaj^^=b^oT^n^^^4>K#*^^-r^ 0 £«>Eiss>fijKtt* ft- 8 o 
, «&#f t l< 4 o ^-e&& 0 aatttfflv»4ttLain x < , n 

ft 2 4 l$Wit4it^t|, Sf i L < lift 2^M-C* *) , #&£f i L < «\ # 
ft & ^ y -tf > Sla|jcflc*«i co^-fe K&if& ^<DHm^MibX i>£^zk WW h 

[0 115] 

Si$:l-7'n^-2 > 4 -7 ntfn^^-tfv fcRj&s-frjfc^L Jfcm^JfcJ: 



(45) <&m.2 001-516756 

[0 116] 

m 1 5 1 




[0 117] 

, x-x;i^i3 .fct^'J A3g^2*U Mblfti L<ttfh7t Kn7 7> (T 

hf) -e^i 9*#«E»ia««*fl'iEP"c»ie>*L, *m-?#j, 

> *3 «t CfK'jES* & L < lift <b ti2>ft&yt)<D nr#ttO«r14H'K# LTilS *Stfes&* 
[0 118] 

- 4 OttmJo fiElifflv^ISi:.): f£x.T & =t < , tf!) x. * & «f $ L 

i^-e#j2 4B*w* -e-e*"9> i t< fi#j 1 5^itt$,i5, *<b*fi t< W\ 



(46) #31200 1 -5 1 6 75 6 

[0 119] 

at? k (dm f) . M^ut t < it=.mitRm^mr^>o l** uf^tt^ 

[0 12 0] 

Mb 1 6 ] 




[0121] 

[0122] 
[0 12 3] 

Mb 1 7 ] 




[0124] 



(47) 



t#3!2 001-516756 



[0 12 5] 

litis] 

- hP<b : 




[0126] 
[0127] 

m 1 9 1 

7->Mb : 




[0128] 

-C\ 09x.tfR' COC 1 R' «TJU*>u4 fcliT'J -;vc&;g>) 4 

tf U J: 19 R 6 t Kn^rV;i/)6«#e>*L, CiftSrfr 

[0129] 

# ? -e # & <> 

[0 13 0] 



(48) &m.2 001-516756 

m \tm!&t sit z&M-f h i> <7) r-ii & v» o 

[0131] 

(TttlEM»fiJA) 
3-^nn-2, 4 - y7a^n-/n€^y-t*>' 

- 2 0 'CT^ifePLfcT- F5tFn77> (TH F) 12 5ml 4"cOiM V :/n 
^75V19ml (0. 13 5mo 1 e) ©flC n-7*f (1 
. 6M, 8 0 m 1 £jjD;i£o SJ££ 5 7>H T 0 t: £ T±*f , * LT 
-7 8t;^Ti£T?tSo ^t2, 4 - y70tD-7*n^^>^f> 2 5 g ( 
0. 12 9mole) £#tlx- 3fc»/>T£j£*&- 6 5 IDT 2 &#Hflifl#-r&o 2ci/>T 
, A^t^nn7-thV25ml (0. 1 6 4mo 1 e) *»Srftfi4 

[0 13 2] 

3-^nn-2, 4-y'7n^nlif| 

- 7 8t:^x-r)P 2 20ml4 ] cr)3-^nn-2, 4 -y70^n-7n 
^^>-tf> 21. 5g (0. 0945mole) <7>-}#m^ - 7 0 T^T?)©^ 

£ -x.-'r ;v 6 0ml 4>0 1 . 6 Mco n -^f/wy -f-^ A 59ml* 

SrA-T'J SSitife^ Tlc^i^m^illx.^ tUl^^fL, 

[0133] 

(lltKttft&ttffllB) 
3-^f-;w-2, 4 --yya^ru-yu^^y^y 

y7"n tf;VT 5 > ( 1 1 . 9ml, 85 mm o 1 ) SStKTH F 5 0m 

^V*2. 5M©»3 4tnK 8 5 mm o 1 ) ZffiT LT2lDx_&o 15^1, 

6 5rJilTmf^i-^3iJ^TTHF 8 m l^l-7*o*-2, 4 - v 
7n^n^>€> ( 1 6 g> 8 3 mmo 1 ) OfgffcSrJjn R&ft* 2. 5 B# 
HtJM^L, ^>TT H F 8 m 1 4>^H - K> (10. 3ml, 166 mm o 



(49) 001-516756 
St, M^^TK^ct^l NCOHC 1 ?^x>ff4, 2 II ^.-x ^"CWltB 

-r^o #«js*-£*>i*\ u Na:So<T«n, ^*b^*l 

[0134] 

3-^^-2, 4 -y7D*D-/0t^/r/ (16. 07g, 77. 6 
mmol) Sr^Jc-rJH 2 0 m 1 fc***U F5-{7^^/7-th>^t 

2 0. 5 m U 76. 2 mm o 1 ) cO^MSr, i&g££- 6 5 *C IskT X-fc-D&gt'C 
fl5TL"CiPx.&o 4 5^f, fiJ&*-'6 5 tl&Tfcifcofci $i§7ft*«L"£"C 0 

>j yy&mtZo U&®*foz omi-e^x>f u 1 nohc 1 -cBM4fc lt 
*tfi«a^K^ h o ^A-e^^-r^> 0 ^>tMtgff)ij in^hc i -cm 

[0 13 5] 

(*««m*«i«c) 

2. OMOVffAy^f VT'o^Ts V (L D A) 40. 2ml^-78t 
"CTHF 8 0m 1 SJ££- 6 5 V&TKU-o tz$ t 2, 

n-7*n^e^> l 5 . 4 g iD&*o R&fe*- 6 5"C-C2 l$ffl*#U 6 
M^feTlct -T-f-J^H Fn^M + y F6 . 6ml £Mx.&© IfiS-egfe/ct 

[0 13 6] 

3-^ 4--77Din-7*n^^yt*y 



C50) M2 00 1 -5 1 6 75 6 

5m 1 fc*J&»U SkWLU 'J * A 2 . 5g^l)llx., ^T3-^f;V2. 2ml 

[0 13 7] 

n- 2, 4 -isyu*u%M&m.<vm^tmm<7)¥M*m^2>o 

[0138] 

5-7*ot-3-^D0-2, 4-y7nto$,ift 

mm 50mU *10mli3i 13ml 3 - ^ n n - 2 , 4 

-/7DtnMfS2g (0. 0 14mo 1 e) *J:^*3. 6 4ml (0 
. 0 2 8 mo 1 e) fc^To *cV*"C;dCl 0 m 1 +<7)?|MII3. 5 2 g (0. 0 
2 0 8 m o 1 e ) *3>o < <9 <biDx.^>o 2 Ott? 1 4 

[0139] 

3-^dd-2, 4 -V7n^n$|tl l g*0 "C-Cl&fflM lml*J:O t 
Ml. 3m 1 <DU&mKM?LZ><> ^v>-C«t*^St3 OfrKUftt^U *± 

[0140] 

[0141] 

5 -■y'n-t- 3-^nn-2, 4 - -7 7 n * njfrfb^ > v*^ ;w 



(51) mm.2 001-516756 

5-/nt-3-^nn-2, 4 - V V n * u %MMM 5 . 2g£v^ntM 

r/30mi k:zb«u ifc^-e&ik* *) )i>2 . 9 2 gSrijnx., I£4*dmf 3 

7^->^ 0. 4 7 5 g*x^;-*i. 5 m 1 KMviU Ea^k^3S 0 . 
16ml £#Dx_&o i^y-;H 5m 1 ff^nylVxf-X/Sm 1 ?>v§?&£?g 

5 "C-ei^iiPU 5-/nt-3-^nn-2, 4 -y'7DtnM / <> 
VV)V5. 5 g*S8TUTiDx.4o fi^WSrSS-Cl^raafe^L, vx^jvx.- 
f)V50ml, *2 0 m 1 fciDx. ; ^ifiStSMt 4 o *M 

**IL, Lfcflfc, »a£*zlc4 Om 1 fc««U PTSAO. lg* 

[0142] 

3->^n7ot'^7^-2 - (5-'7*n^e-2, 4-v70^n-3-? 

5- 7"o*-2, 4-y70to-3-^nn-^>'7M)l'iIxf JV6. 2 
gZMfr&m4. 4m 1 fei^;vh^if , Jxf;P4. 5ralOfi#fti:»^ 

[0 14 3] 

6- 7n^- l - -> ^ a -fa \Z ji/- l , 4 - fc: F a - 7 - 7n^n-8-^ 
on-4-t + 7-^yj>-3 -Mxf)l/ 

3-y^o7r , t , ^75y-2 - (5-7*o*-2, 4-y7n^-n-3-? 
nn-^v^jl/) 'J ;V^x.^;u 2 . 4 8 g &T H F 1 5 m 1 6 



(52) 15*2 001-516756 

[0 14 4] 

1 -is? u-fxi l , Kn-7-70tn-8-^OD-6-> 

4 "J > — 3 -JtR^f-fl' 

6 -ywe- 8-^nn-i->^n/Db';v-7-70*n - l , 4-yt 
Kn- 4 -t^V^y »J >- 3 )V^^Z/V- Y (lOOmg. 0. 26 mm 
o 1 ) > m.it 'Jf^A (0. 0 3 3 g, 0. 77mmol) , h ' j X (v^ > 
'Jf>7-bf>) yV^y^A (0) (0. 0 2 4 g, 0. 0 2 6 mm o 1 ) % 
T f5>fJ^X ( 0. 0 9 3 g. 0. 5 2 mm o 1 ) > & J: y s 7*f Mkt Kn 
h )px> ( 2 , 6 - v- t e r t - -f^-)V- JV-7x;-il/-BH 
T) 5mg^y^fM;VA7U' (DMF) 8 m 1 <+■ L . 1 8 B#KIiJQl& 

[0145] 

4it «t *? R 7 Cl5^"CS4oTV»t t =fc v><> 

[0 14 6] 
(**«G) 

[0 14 7] 
lit 2 0 ] 



o 




[0 14 8] 

3-^ h d fy-2-4-y7nin g^b"* > W /u 

3 -y f^ry - 2-4 -y7ntng,if®4 3. 9 gSrv^nny ? v 3 0 



(53) 0 0 1 - 5 1 6 7 5 6 

Om 1 fcJR«U ^2 5 m 1 *jbD;U «v*T 4 «So«»DMF **H 

[0 14 9] 

2, 4->'7n^0-3-^ h ^ -> - ^ > V-f ;i/g|B£.xf- ;U 
7ny^yxff2 6. 4g£THF700ml K 0 $g??ft£-5 0 *C 
T#*PU fig?*- 5 0 t^TKftofci $ 2 . 5M<D n-/f JV'Jf 7A 1 6 
0 m I fcifll&So *&Jg£*4fD0 tit±Jf, - 5 Ott "C^SP LSto 
5 0Wi:ilo^ll 3-p< h*-> - 2 - 4-7 7 0^0^^^ 2 
0. 6 g£2jPx.> ^v>-cKj6a^**Mi-ciR*4 0 P HMi:^Jiffi 

[0150] 

3->^n7nt'^7?y-2 - (2, 4-/7n^a-3-^ h^r->-^> 

fcTkft^ SOmliSi^J^ h'Jxf^5 0ml <?)il#tt C2, 4 - v 
7D^D - 3 h^y-^>W ;i/g^^o.^jV 5 2. 9 4 g£}jnx_& 0 ig^-^J 

2 0tC^otl^ v'^n7*ne;v7?>17. 1 g *JjDx.*o J: ^ 

[0151] 

l-v^n^atf^-l, 4-ytFn-7-7D^n-8-> h^r-> - 4 - 
**V-*y<J>-3 -R^^JV 

3->^D7"nej|/7?7-2 - (2, 4-v'7D^D-3-^ 
VM^) 3g^THF 2 3 0mM:j)|A4, fiH* 

4 0"C&TKf*ofc£ 4, rfi-^<75 6 0 96*$^ h 'J •> A 4 . 1 g fcffcHfcfrtt 
TjDx.& 0 fllifc*M-C2 B#M«#U ^v^T'Tkl. 5 L it it £ J: 



(54) *5«2 001-516756 

[0 15 2] 

l-y^n/nk'^-l, 4-yt h'n-7-7n*n-8-^ Y*~s - 4 - 
*^v-^y , j>-3-*;v**> , S! 

1 - I/? U~?U\Z)\s- 1 , 4 Kn-7-7B*0-8-> h^r->-4- 

* + V-^y'J>-3 -^K^f-;W2 8. 6gt, KM. tR> «SeK (8/6/1 
) 0>m&VB3 0 0ml 2P#W»«E-*-*<, Rj£ffi-frtt*Ofc-C*fr*PU 0rS 

J: 

[0 15 3] 

1 -->^ n^n t: ;w- l , 4-yt pn-7-7D*o-8-> V - 4 - 

4 - y t KD-7-70tn-8-^ h^fy-4- 
*^rV-^7 'J y - 3 -*J^>11 . 0 g*THF 1 0m 1 l^i^L, = 7? 
ft*7|i-T7- M. 7 6ml *iPx.^»o 6 0 T^T 2 B*M«# U 

o 

[0154] 

7 - [(3R) - (lS-tert - ~f Y # ;WK~;wr 5 y - 1 

-fn'Jy^^] -l-y^D7*ne;i'-8-^ h#y-l, 4-ytKo-4 

* v - *y y y - 3 - * )v**>Wl 

1 -y^DT'nk'jV- l, 4-yt Kn-7-7D*n-8-^ Hf - 4 - 

* * v - * y y > - 3 - * y m- 7 ? -ft* If o. 1 g £ 7 -tr ~ >• 

'JJi'2mli:il#L;^T, ^V^ne^xf/i/75*/0. 1 6 m 1 J3 J: 0 s 
3R- (lS-tert-7*b^f ;i/5K-;i/T 3 7 j^w) feT n 'J ->* > 0 . 0 

|^*-r&o S-)V5m l&X&h >J o.f-;v7? > 2 m 1 fcfc^-To 

[0155] 

7 - [ (3R) - (1S-75 y xfJi/) - 1 -tfn 'J ->*-;w] - 1 -->*n 



#312 0 0 1 -5 1 675 6 



-f n tf - 8 - p» h + v- 1, Kn-4-**V-*y <J > - 3 - * ^ 

7-[(3R) - (lS-tert - "7 h i^-JV7 3 /xf-A/) - 1 

-k'n'J^-JV] - 1 -^^nynk'jv- 8 1 , 4-ytFn-4 
- # * V - * y 'J>-3-*;u^>S^5 4mg5'x^;-ii/2m 1 is J: tfft&K 
0. 5ml K-m^-to ^fi-C3 0$Mfe, fi#»*Jfri& + -F*&iP L*&> flfiHO-fk 
-6* * it alt J: »9HIlKT^o 
[0156] 
(£*MH) 

[0157] 
Ut2 1] 



[0158] 

3-^nn- 2, 4 - y^n^nM^^ 1 /^ ^ 

3-^na-2, 4-y70tng,ifS6. 0 g £ v ^ n n ^ ? v 2 0 m 1 

KfifStie ^t**^'; ^2. 9 9ml £ i^DMF 2fS^*JlDx.^o 

[0159] 

2, 4 - y7D^n-3 - ^ n n - ^ > W jHftlg 3-*f- )V 
7^y>)A 0. 7 2 8 g^i^^-^5mH:iSU Hg«i0. lm 
1 ^iDx.^>o J-^7-^2 0 m 1 +^-7D>ty'xf ji/ 4 . 6 m 1 *>fcfc«rjbll*. 

an- 2, 4-y'7DinM^>V*'f ^6. 1 g fciUx., tfc* 
#tt*££M£BIL£&, 5»«E-CJttl«"Cj&3aL, #8Mfe*BM***>i/fc J: 
<9WtB-rSo »ifc*3llSWEBLfc», ££^£7k5 0 m 1 PT S A 1 0 



o 




(56) #312 00 1 -5 1 6 75 6 

[0 16 0] 

3-y^07 , oif;V7^y-2 - (2, 4-y7n^n-3-^nn-^> < / 

0 3 m 1 33 J:t;Mi6 . 6 5 m I (Dii^iC 2 
, 4-/7n^n-3-^nn-^y^)Hf|xf)P7. 6 g £iDx_ &o ^ 
£4P#Mil^U al^J^^^^^H^ X t9 0fc*1-& o L £ igftf £ fa £ 
9 J -fr 1 Ora 1 £ it^yxf ;vx-f;i'2m 1 Ofi#*K*^L, 
Sp-fSo ^-C> u^n t*;i/7? > ( 1 . 3ml) £#nx-&o S®-C3 0 53- 

[0161] 

l-y^nynk^v-l, 4-yt K0-7-7B*n-8-^na-4-i 

* V - * >"J > - 3 ^ 

3-y^n7'nt:jV75 7 - 2- (2, 4-y7n^n-3-^oo^vy*/f 
/U) 7^'^Sxf^2. 8g^THF2 5mU:i^L, 6 0 %7jt^ffc^ MJ 
7A0. 3 7 g SrftEK^ltTiD^io 3 0m 8^3HHKBL, »** 

[0 16 2] 

l-y^a7aeii/-i, 4-yt Kn-7-7n*n-8-^on-4-* 

* v - * y y - 3 - * wt 

l-l/^xi y°\j \S)\>— l, 4-yi; Kn-7-7ntn-8-^nD-4-t 
*V-*>"J>-3 -^SifJU. 9 3 g£gfc$L 7K. £J:CfM (8/6/ 
1) ©I^ft3 0 m 1 K»^to 3l$fflJS*itEU SfiST^fllti, it 

J: J: *K Jfr3<Dft#»* BIDET* • 

[0 16 3] 

7- [ (3R) - (lS-tert -7f#y*^**xjP75 7 if/P) - 1 
-^D'JyxjV] - l-7^n7nk')V-8-^F^y-l, 4-y*tF0-4 



2001-516756 



l--^^n7°nt:;u-i, 4->'t h*n-7-7n*o-8-> h * ?/- 4 - 

'JjV2m 1 Ky§^L ; ^t^/M V ~fu M )V ^ )VT 5 > 0. 16ml J3 «fc V 3 
R- (lS-ter.t -yh + , /**#iJi'7? y jcf-;ix) en <; 0.08 

»it* x.?/ -;V5m l J3«fc Z/h «J r/2ml fcSs^To £Fffc 

[0164] 

7- [ (3R) - (1 S-75/xf ji/) -l-linij^] -l-->?n 

7 - C(3R) - (IS-tert - 7 V *=s t> fr#=.n>T 5 / if*) - 1 
-tfD'Jv — *] - 1 - *s9 n -7°D 8 -* h ^r->- 1 , 4-yt Fn-4 

-*^V- + y | J>-3-*JV#^f5 4mg^x^y-jV2ml*J: 

o. 5mi c-^^to #f&+-e*&s?u m&K±*)m 

[0165] 

j > 

[0166] 

m 2 2 ] 



[0 16 7] 

7 - [3R- (1 S-/f*7?; xf)b) — 1 — tf n ij v^;i/] - 1 -v^ 
D7*nt:jV-8-> h^v-1, 4-yt Kn - 4 - * ^V-^ y"J / - 3 - * 




(58) <ftm2 001-516756 

1 - nynfef;!/- l , 4-ytKn-7-7D^-n-8-> 
**V-*J 'J > - 3 yfk^^^^^-r^ 1 . 7 7 5 g*i?> 

7 5 K 1 2ml fcSj&»L ; 3fcv*T h 'J xf ;U7 5^3. 3 5 m 1 £ J: 
0*3 R- (1 S-^f ;V7?yxf jk) -l-fc°n>Jv>i. 0 5 0 g£tDx.& 

^/-^2 0mli5«t:^f 'Jxf JV7 5 /7m 1 fcl¥»Jff-*-*o 8 OV? 

>? J -A/* b<Dm% t?^«l-r*o -<7>M£x.? y -jb 1 5 m 1 icJBfl L 

, v5>o < >9 i:8gsi)^o * 0 . 3ml tftlL, SiS"? 2 

o 

[0 16 8] 

[0 16 9] 
[^2 3] 

HCI 

[0170] 

l -s<y 4 R- (lS-tert-y F^y*ji/^x;v7 5 y 
- 2 - ^ n >J ->V > 

*^k^ MJ £ A (^"t" 6 0 963HMIK 1. 0 6 g , 26. 4mmol) £ 
D'MFK«iSt4o 4R- (lS-t er t-7"f^y*M^;V75;xf* 
) - 2-tfniJ ->V > (5. 0 4 g. 2 2. Ommo 1 ) L"C DM F 

-C5#MK*>rt:oTJnx.*o m*H«#U ^Cft, M^Vy'Jl' (3. 

76g, 2 2. Ommo 1) *ix., iI^-»tl>o DMF^ET"ei 

ft»^^;vc2iawim-r*o Aatdc-ci ®i5fci£U fifties h u 




(59) *3f^2 001-516756 

[0171] 

l-^>v>-4R- (lS-75/xf;V) - 2- t'oiJ->V> 
1 -^>v;w-4 R- (1 S- t e r t - 7 b * -># ;v#-iV7 5 J ^f-)V) 
-2-H'nVyV> (6. 5 7 g > 20. 6mmol) £-&E 7 jc^ ^7-jV4 0 m 

1 fc#fi&*U 1 2 NOHC 110ml L in x. * © 2 

U ^B&fc^^ikRftT^-^AfriOx.fci H:J: ijigjfcop H 1 2 J: <9 * 
§ <1-^o i?S*y^nn^ *V 3 0 0m 1 "C3 HI fft tB 0 JfTMS h 
•j^^-elg^L, &IM£H-r**:, ««tfiiirt«£ifc-r*o 

[0172] 

l-^vJW-4- (2' , 2' , 5' , 5' -rh7^f JV-2' , 5' - 
v->9-l' -Tf'/'^n^yf-A') 2 - tT a y > 

l-^>y^-4R- (lS-7^if» -2-fn'JyV> (2. 4 7 
g, 11. 3mmo 1) *y^nn^^>2 5mli5J:0 ; yMV7'nejVxfji/ 
75 > 1 2m 1 KY^i- 0 (^DD-/>f;W>'J JV) (4. 88 g, 

2 2. 6mmo 1) &Anx^ EJ&tt* T )ls=f>T-? 3 B*Mi!fc#"*-*o 
SfrfDS'fbT^-'y £ »j ^V-f-U 7jt^* 2 HI 

§£<<> ^--r^Sr*^-ei^*i-* H *^!4 s 4itSo 
[0 17 3] 

4-^>vJV-6- (2', 2', 5', 5' -rF7^f^-2' , 5' - 
v->7-l' -T^fV^n^^/u) xfjv- 4 -T-f^tTn [2. 4] 
y 

THFl 60ml tTHF (38. 0 mm o 1 ) *¥<D 1 lA&ik*-?- )W ? * *s 
V A 3 8 m 1 t (OWL^m *-7 Otltno f" * >>f V 7'n tK4t v K ( 4 . 8 5 
g, 17. lmmo 1) <iDx.x v ksmi:-*-*. 25rtk 

^ THF^l-^^v>-4- (2' , 2' , 5' , 5' -f F7>f)l'-2 
' , 5' -vv'v-l' -7fv , ^n^>fJl') xf;i/-2-tfu»jy/V (3 
. 8 5g. 10. 7mmo 1) ^TLtJj[Ix.So 7 0 



(60) #^2 001-516756 

1 5frM*bWL. *^-C2Hf|liijae8*4o ^faffitt-fkr^^-^A 2 0 0 m 
§rx-r;v 15 0ml T* 3 EtttB-r^ o U 
[0174] 

4-^Vy>-6R- (lS-t-7*F^fv'*JI/#-Jl'7^if;V) -4- 
T^fefn [2. 4] ^79> 

4-^>vJI/-6- (2* , 2' , 5' , 5' , 5' - 

vvv-1' -T*fZs* n^>^;^) 4 -T*fx t'n [2. 4] ^7*^ 

> ( 0 . 89g, 2. 4mmol) £4te;dcx. 9 J — \ Oml^i CfiflCftR 5 m 

#U IRSi;- t e r t (1. 0 5 g, 4 . 8ramo 1) iitfh'J 

xf*7r/ (0. 4 9g, 4. 8mmol) TMItSo S^*-«»t 

■>a^07f^77^ - (3 : 2 > /ft ^ v/v) fcs&Mt, 0r 

[0175] 

3 R- ( 1 S - t e r t -~T \> fr-# — frT ^ S^f-fr) - 5 -xf;pe 

n 

4-^>-»-6R- ( 1 S - t - 7* f ■>* 5 ^ xf ;V) - 4- 

TfXt'n [2. 4] (0. 31g, 0. 9mmo 1 ) £ 5 m 1 J 9 J 

- )v K-mfr U ^m-ffc^ -MM ( 0 . log) ^itf/^^A -ffitt 
(0. 0 5 g) tii^-TSo 4 4 p s i -C<7)7k.^H5R.T£33§, 

- t e r t -7*h*'>*^#-/i'7? ;xfjv- 5 - xf^eny ^viSSBft 

[0 17 6] 

7 - [3R- (lS-tert -7f^y*JV*x^7 5 y - 5 

1 - tf n «; -l-v^DT'Dt'jV-i, 4-v ? HKn-8-^h 



(61) 45312 001-516756 

3R- (lS-tert-y F^f->*;P^;V7? J - 5 - 

a'Jy> (0. 1 7 g, 0. 7mmo 1 ) ^DMFtf^L, 1 -~y?u7v\s 
)i/-7-7n^n-i, 4 - v K n - 8 - * }■ - A -3r *V - 3 J x ) 
>*;w*'>^ r --7 •y'fb^^^-i-Xx-ii' (0. 1 3g, 0. 4mmo 1) te&lf 

[0 17 7] 

7 - [3R- (lS-tert -7h^r>'*;V^JV7 ^ Vif^) - 5 - J. 
1 - fefn 'J v — jv] -l-y^07'ot;')V-l, 4-vt h 

7 - [3R- (lS-t ert - ^ h + y*;v#--iH5 ;xf)i/) -5 -Jc 

3fv-4 -**v- 3 'J "7';ft*7fiXrJV (0. 2 

0g>0. 4mmol)£, 1 : 1 Jt * J - /P/ h V xffl'T 5 > 

[0 17 8] 

7- [3R- (lS-75yif*) - 5 1 - fcfn 'J ->*~JV] -1 
-y^n^Dt';!/- 1 , 4 -vfc KD- 8 Y*i/- 4 -*^rV-3 J x ) 

7 - [3R- (lS-t er t-7h^y*Ji/ jl/7^ifJV) - 5 - jr. 
1 - feT a >; zS — )\<] -l-y^nyne^-l, 4-vtKn-8-^ h 
^v--4-^-^rV-3-^y'J> / *^'K>m(0. 18g, 0. 4 mm o 1 ) £ 

[0 17 9] 
[0180] 



(62) 



<&m2 0 0 1 -5 1 675 6 



[it 2 4 ] 




coon 



[0183] 

3 -T 5 J - 4 f-;i/t:^'J v> 

3- - Jl/tf'Jy>5. 0g> Sft^f-^AO. 5g, o-/ 1 ) 

^-TJV^^O. 5 g, i3 JrtfBMfce&O . 5g^7> ; e-7-M2 0mli3«l: 

[ 0 18 2] 

7- [3-75>'-4->f*^ i ;y-A'] - 1 -f^ nyn fcf;i/- l , 4 

l-y^n7"Dejl/-l, 4-ykKD-7-7ntn-8-^ h ^ - 4 - 
**V-*y 'J >- 3 -*^#^^--7-yfk*^«^#2. 6 2 g*«tO f 3 - 
75 J - 4 -y f-;Vt:^U yy 1 . 3 8g*-^f^*JU75 K4 8. 0ml 
U o.f-;i/T 5^4. 50ml „ S£t-B^t, i§ifc*3&3&$£ 

it*, j*rM<a£)£&£isteJlfc J: ^ 

[0183] 

7- [3-75^-4-^f JVtf^'J^-^] - l-yyOT'ot'il'-l, 4 
- v fc: F n - 8 - * h * 1/ - 4 - * * V - * y U > - 3 - H Wt 

7- [ 3 - 7 5 7 - 4 - ^ fjvt^'j y-;v] - 1 - ~y? 0 7*n 1 , 4 

-y l: Kn - 8 F^y-4 -^^V- + 7 'J 3 - 7 v -fb* 

^ff^-£-#0. 2 6 3 gS:i^-JI'6mn:^L, h 'J jl/75 > 1 . 7 
5 m 1 ^iPxi^o 2 ttmftnfl&t&EU t^Sp-T £. 

[0184] 



*#SI2 0 0 1 -5 1 6 756 



7- [3-757-4-^f)H:V'Jy-jl/] - 1 - D -/n \£)V- 1 , 4 

7- [3-75/-4-^f iVtVjy-JV] 4 
-yt; Kn-8-> F ^y - 4 - i^f v-.^ 7 'J V - 3 - * JV^y^O. 2 0 g 

[0 18 5] 
(*ife^!lM) 

[0 18 6] 
[<fc 2 5 ] 



2 - (2, 4 -v^n^-n- 3 h * /U) - 3 -xf jl/75 77 

4S7XKM3. 7mli5i:WJVf«h'Jxfji/ (2 6mmo 1) 4. 3ml 
£>*g-£*$jK> 2, 4 -/7niD- 3 -M )^WfM^ )^ ( 1 6 

mmol) 4. 1 5 g*})\\Z-2>o 4 P#MM«it U ^£2 -C<£ip U ai*J 

£ < ffl^T&t*^ y ~)V 12ml Kv^T&o ^cv^-C, xfji/7? 

y (thf + 2. om}§-$) 8mi^ot:ti[ix., -a|i£-e^t^ 0 0fM<?) 

[0 18 8] 

1 l, 4-ykF*n-7-70^n-8-> F^y-4-*^V- 
3-^7'J 

2 - (2, 4-y'7n^n-3-^h^fy) - 3 -jc^-jvy = J T 5> V frffl.^ 




[0 18 7] 



(64) ^200 1 -5 1 67 56 

(1. 7 5g. 5. 6mmo 1) ****H*CT-e*R*THFHinix.*. ffl 
tF'J^A (3 3 5 mg> 8. 3 mm o 1 ) * 2 53-ffl to*: >? &m KSHtTJll*. 

[0 18 9] 

3 -^y >; y% frtfyWt 

1 -if Jl/- 1 , 4-vt Kn-7-70*D-8-^ h^->-4-^"^V- 
'J >Kfif^ (1. 3 7 g, 4. 7mmol) £M ! 7* I ffigl (8 

: 6 : i) om&toKmm-r&c 3 b*m*«eu r-t^m-r 

[0190] 

1 - jcf-;l/- 1, 4-/fc KD-7-7D^O-8-> 

*7jcTHF (10ml) |;mui-xf;v-i, 4-ytKn-7-7D 
# n - 8 - * - 4 - * * V - 3 - * ^ U > # (9 8 5mg, 3. 

7 mm o 1 ) K> =7 >"fk* •> ^ -r 9 - h (9 4 0ml, 7. 4 mm o 1 ) 

[0191] 

7 - [3R- (lS-t er t-7 h + y*;vt*-;V7 5 y xf;i/) - l - tT 
n'J-^JV] Kn-4 - t*V-^ 

/ U y- 3 -*;i/>K>» 

'J>-3-*^#>S-7 7^*^f i^fJl' (0. 17g, 0. 5mmo 
1) , 3R- (lS-tert - ~? h * v * ;v=*t^ji/7 5 J if*) -vfn'J 



001-516756 



y ( 0. 1 1 g > 0 . 5 mm o 1 ) , & X If h 'J ^)VT 5 > ( 0 . 3 m 1 > 2 
. 0mm o 1) 5-DMF 5 m 1 6 0*0^2 4 B#M^#U 

^7?Vlm] ^-iV5ml CSIiti, 7 0 t? T 6 B* W M 

[0 19 2] 

7- [3R- (1 S-7^xf -l-k'n'Jy^] - l 8 
Hr->- l , 4 - Kn- 4 -t + v-#y 'J >- 3 -*^jJ?^»^KJfi 

7 - [3R- (lS-tert -7"F + ->A^*^^75 y - l - tf 

n'Jyi^] - 1 - jc-f - ;v - 8 - ;* h * -> - 1 , 4-ytKn-4-* + V-* 
yj 3 1 0rag^^-^2m 1 £ i tfSttBfc 2 m 1 

[0193] 

[0 19 4] 
[it 2 6 ] 



[0195] 

7- [3 -T3 J tT^U v-JV] - 1 -V^n^ntT;i/- 1, 4-yt K n - 
8 - ^ - 4 - **V-*>"J >-3 -J&Jl/^VK-^ ? ft** 

l-->^D7'neju-i, 4-v>fc h*n-7-7P*n-8-> h^rv-4- 
jJ-*V-*>"JV-3-* 7 y tt* •> 2. 62gi3J:a f 3- 

7^7Ii^ l Jy>=:iIfi2. 0 8g^ y^fMjl/A75F4 8. 0 m 1 J3 
XXI h y Ji^-Jl/T^ > 4. 5 0ml ^T^t2> 0 -flMM#L/ct> 



o 




(66) #i!2 0 0 1 - 5 1 6 7 5 6 

[0 19 6] 

7 - [ 3 - T 5 J fcf ^ 'J v- ;v] -l->^n^nk';i/-i, 4 K n — 

7- [ 3 -T 5 J fcf^y ->*.=. ;v] - 1 - */9 n^n tfjv- 1 , 4-ytKn- 
8 - > h^r->- 4 - t + V-^y 'J > - 3 -*^^>M"-7 9 it* V HH^fr 0 
. 2 5 3 g^?y-JV6mli:^U h'Jxf ;V75>1. 7 5 m 1 SriUx. 

[0 19 7] 

7 - [3-75/t"^'J *J=. ;v] -l-^^nynf^-l, 4->'tFn- 
8 1**5/- 4 -**V-*y U >- 3 - 

7- [3-7?y^'Jy-^] - i-i/^o7 , nt , ;P-l, 4-ytKn- 
8-^ h^v-4-**y-^>";>-3-*n'#>io. 1 9 g?rJi^y-jix 

1 . 0ml fc«»i-*o SrjD*.* - £: fc. «t <9 *tSO p H * 2 KPSf-f* 

[0198] 

(*I&K*>*1J*») 

(a) £^o#&**<&#3&Effrfr«l 

(b) a^J$tt£g^3*l#£JRBjM ( e x c i p i e n t ) 

£-g-fro 3 fcfc#3M!<0>filft | l&W:. *3&W*:ffl*l*f1sJBfi9fc (synergyst 
i c a 1 1 y) flUB LTfc J:v» LftfflLfc <T*> <fcv» % ^0#<7?ijtM^J * fiffif 

[0199] 



(67) *J*2 001-516756 

m-T 2>!$%.<DMM (dosage f o r m) ^ ^ffll"^ %<D*<D* J 

[ 0 2 0 0] 

MM (unit dosage form) J %U1%co$kMK Ltztf^ 

. i m^^-mm^is^x^ h ttzurmm^^M^K^-r^^^MLx^^ 

Ji&30mg^e> J:!)jff$L<li»50mg*t>, S S> J: ») #4 L < »±& 1 
OOmgH, fc? £ L < itm 2 0 , OOOmglt, =fc <9 » £ L < li#J 7 , 00 
OmgSt, S hKX *)U t L < ti*t» 1 . OOOmg^f, L < 5 

0 0 m g £ X<D*J n >S£-£-tr 0 
[ 0 2 0 1 3 

#ipjco!a)»i^ (wix.tf) gn, Kit, mmttcimmn^KMLx^ 

flJfcjl&rit&WU WTcO 'J7rV>x:Modern Pharmaceut i c 
s, 7%, 9 ^£ J: 1 0 $ (Banker&Rhodes, editors, 
1979) ;Lieberman£>, Pharmaceutical Dosa 
g e Forms :Tablets (1981) ; d3 <fc A n s e 1 , I n t r 
oduction to Pharmaceutical Dosage Fo 
rms, m2U ( 1 9 7 6) KfB&S *tT*3 «9 > ^W^T^-CSIffl <fc *) # 



(68) <&3k2 001-516756 

[ 0 2 0 2] 

j&Mfctt, ynt^^'jn-jv, * W J'Kj^K k'n>jF>, x.9J-)\> 
[ 0 2 0 3] 

[ 0 2 0 4] 

m<D*S-a>m*. »*4?fc< fc«b;&5%> «F* L< fi^2 5 96-&J5 0%-g-tr 

o *m&. mmtk»^m. mmu *«y&k j*§«*!k «#3&u 7d-i 

IfcM (flow-inducing agent), is J: tf&BWiJ J±&§ 
> &MfflLmt (tablet triturates). Mbifcx - T 4 > *\ «l 

[ 0 2 0 5 ] 



(69) 001-516756 

[ 0 2 0 6 ] 

*U B#k, !fc±fm<omm&, lUfoM, iAf^lM ( g y n e c 0 
logical infect ionss)^ 9k MM. M.Wk$k. «fc OHWiflO 

[ 0 2 0 7] 

*flx.wr, ttfl£i*u HHH^. ffifcrt, iftJSrt, &t\ =£• 

Sift. *J:a r £pjJt5-a«£'4*L*o »4-i-4tt»fefe»3Wwi|*i6^*-f-ffl*t 



(70) ^200 1 -5 1 6 75 6 

[ 0 2 0 8 ] 

*)SF4 L< \±%}2 0 OmgH, *>b8f* L < (iftj 5 0 OmgjJ^ ft30, 0 
OOmgi-C, <£ «9 3: L < lift) 10, OOOmglf, f fejtffK filrj 3 , 
5 0 Omg^W^ynviS-MtSo f&SfcftlHi, U$ L<l±l«]l B, jf£ 

[ 0 2 0 9] 

fflSLS, (#M$J 7 0 *n^9A-c&;g> irt^tl.) "CJi, 

<Z>«4MH*tt&l OOmg, !&$ t< lift 5 0 Qmgfrh. mi , OOOmgi 
"C\ J:"5fftL< 3 , 5 0 0 mgl "C^f^ £ *L£ 0 
[0210] 

[0211] 

-kM&^-V&t Uv^ttligpS4T*4. 1i*Offl«f±. ft 2 Om g^£>, 
ct «J*f* t< ttifel 0 Omgi^, ft 2. 5 0 0 mgit\ «t *) ft 2 L < tift 5 



<&m2 001-516756 



0 0 m g £ 

[0 2 12] 

[0 2 13] 
[0214] 

^ * 
%nm 1 5 <oit&® 1 5 o m g 

9 T» 1 2 0 m g 

FWnny^^-f 70mg 
9 )l> ? 4 m g 

^f7 'J A lmg 

3; 1 0*it**T4^0flll^b^»*fflv»TfeltSIWK:ra»©tt**«#fe*L* 



[0215] 



* (%w/w) 



HiSfl] i 8 <vik&m 



1 5 % 



4 3% 



3 3% 



(72) #^2 001-516756 

^ n * *K fcf K > 3.3% 
^77^87^")^ 5. 7% 

o 

[0216] 

4 (%w/w) 
*Jft#!)6 3 0)ik&m 1 0 % 

. ^S^^tK 9 0 % 

o 

[0 2 17] 

s 

k x & mffi&^-m <D&nmM®i*&T<D *> o £#^r l -raits ti%> : 
f&ft m&m (%w/v) 



2 4 <Dik&m 0 . 2 0 

jt^fc^V'-if JV3^7 A 0. 0 2 

E DT A 0.05 

^ y -b <; > 2.0 

PEG1450 2.0 

^##J 0 . 0 7 5 

q. s. 

[0218] 

W <t & ft A i T V* ft it W T O * <D £ L r fife 3 *L -s> : 



(73) ^200 1 -5 1 675 6 

Efcfr (%w/v) 

8 4 <Dlt&® 5 . 0 

T 7, n ;u fcf > ft 0.1 

*y Y-)V 0.1 

^-h'J^A^-y^';> 0.2 

WtfiW (F12.F114) q. s. 

[0219] 

ifefr &J$& ( %w/v) 

4 7 <Dik^m 0.10 

fflfl:^>"*f ;i/=j.=^a o. oi 

EDTA 0.0 5 

t: K n * =y x. ■f- ;i/ -fe ;p n - ^> 0 . 5 

0.20 

* f'SMMM-f- ^ 'J ? A 0. 10 

Jatft^ h'J^A (0. 9%) q. s . 

o 

[ 0 2 2 0] 

*i* : 

SfcSfiPfl 9 3 <Dil&® 30mg/ml 

«BaJ : 

V'yf-y *-£ts 5 0 mm U Vft 0. 48% 



(74) #312 001-516756 

•ft )Vtf*~y* f ;i/-tJVD-7 0. 5 3 

*° tf K y 0.50 

^-;w-?v-^> / 0 . 11 

-/a M)\s/*7s<y 0 . Oil 
[ 0 2 2 1 ] 

±K(7)Sl^^^LTMJ^BltSo £j2. 0ral<?)i(7)WJ^, m$k 
(Streptococcus pneumoniae) K £ 2> T^M^^k 

® , *?j i 4 a m. <9 M-r 0 4 a s * a*, z.<dz.l 

[ 0 2 2 2] 

Efcjfr * (m g ) 

Sfeffifll 1 7 <ntt>&m 3 5 0.0 

Se^T^^ h } ) > 3 0.0 

^f7'J>Iv^V7A 5. 0 

IKSJUr/i/n-* 10 0.0 

nn^ K«nBMk^r>f 3(E 2 . 5 

jtf fcf K> 12.5 
[ 0 2 2 3] 

1; n/K/pt ^ <J ^x^rJV'K'Jv-ir^-r'f >^-r& 0 jlMM (E s 
cherichia coli) CUSSIIi^t^ t 2 oc7>#£ 

8 i»#ffl^H 4 0 MgPg^t^o iJfe^TMlffitto&'t&i **** ic^ii:!^ 



(75) 001-516756 

[0 2 2 4] 

#9§*ii* kisses ft* «j 7T v>x<7)to&\f5\mK. «t «9*wiie#tiDi»)v^*L* 

o 

[ 0 2 2 5 ] 



(76) 
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